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New photo-dermatosis Inhibitor - containing a macrolide 
compound, cyclosporin A or their analogues 
C98-168832 



Composition active against photo-dermatosis comprises as active 
ingredient at least one compound selected from die macrolide group, 
cyclosporin A and their analogues which have immunosuppressive 
acdvity. 

USE 

The composition is effective for the prevention and treatment of 
photo-dermatosis without causing side effects. 

The preparation may be formulated into liquid, milky lodon, 
cream, ointment or cataplasm. The daily dosage ranges from 0.1 ^g-10 
mg/cm^, preferably 1 ^ig-1 mg/cm^. 

PREFERRED COMPONENT 

Macrolide compound is preferably ascomycin. 



A(12-V1)B(2-C1, 14-N17)D(8-B9A.9-E) .2 



EXAMPLE 

Plastibase 50 W (99.9 %) consisting of liquid paraffin (95 %) and 
polyethylene (5 %), and ascomycin (0.1 %) were kneaded and de- 
aired in vacuo to give an ointment. (RH2) 
(5ppl37DwgNo.O/0) 
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The title prepns - contain macrolides, cyclosporin A, or its analogs, which 
have immunosuppressive activity. Ascomycin (at 1 .mu.g/cm2) showed 90-6% 
suppression of adjuvant-induced persistent photosensitivity in guinea 

pigs . 

104987-12-4, Ascomycin 

RL: BAC (Biological activity or effector, except adverse) ; SOU (Biological 
use, unclassified) THU (Therapeutic use); BIOL (Biological study); USES 
(Uses) 

(macrolides and .cyclosporin A (analogs) for prevention of 
photosensitivity diseases) 
104987-12-4 CAPLUS 

15, 19-Epoxy-3H-pyrido (2, 1-c] [1,4] oxaazacyclotricosine-1 , 7,20,21(4H,23H)- 
tetrone, 8-ethyl-5, 6, 8, 11, 12, 13, 14, 15, 16, 17, 18, 19, 24 , 2 5, 2 6, 2 6a- 
hexadecahydro-5, 1 9-dihydroxy-3- [ (IE) -2- [ (IR, 3R, 4R) -4 -hydroxy-3- 
methoxycyclohexyl] - 1-methylethenyl ] -14, 1 6-dimethoxy-4 , 10, 12, 18-tetramethyl- 
, (3S, 4R, 5S, 8R, 9E, 12S, 14S, 15R, 16S, 18R, 19R, 26aS) - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 

Double bond geometry as described by E or Z . 
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TI - New photo-dermatosis inhibitor - containing a macrolide compound, 

cyclosporin A or their analogues 
AB - J10251137 Composition active against photo^dermatosis comprises as 

active ingredient at least one compound selected from the macrolide 

group, cyclosporin A and their analogues which have immunosuppressive 

activity. 

- USE - The composition is effective for the prevention and treatment of 
photo-dermatosis without causing side effects. 

- The preparation may be formulated into liquid, milky lotion, cream, 
ointment or cataplasm. The daily dosage ranges from 0.1 mu g~10 mg/cm2, 
preferably 1 mu g-1 mg/cm2. 

- (Dwg.0/0) 
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- PAJ ' ■ - 

TI - INHIBITOR AGAINST PHOTOSENSITIVITY 

AB - PROBLEM TO BE SOLVED: To obtain a preparation having an- excellent 

inhibitor activity against photosensitivity especially when administered 
externally (percutaneously) , by including a specific compound having an 
immunosuppressive activity as the active ingredient. 

- SOLUTION: This preparation for external (precut aneous ) use for skin, 
preferably, is prepared by formulating (A) macrolide (s) or analogue ( s ) / 
derivatives thereof, cyclosporine A or analogue ( s) /derivative ( s ) thereof, 
having an immunosuppressive activity as the active ingredient, and (B) 

an oil, surfactant, perfume, anti-oxidant , UV light-absorber, coloring 
matter, alcohol, water, moisturizing agent, and/or thickening agent, if 
necessary. In^radient A is preferably ascomycin, FK506, and/or 
cycloporine A. Combination of these ingredients affords an<f additive or 
synergistic effect on the inhibition agent photosensitivity. The daily 
dose of the above preparation is preferably O.l&mu g- to lOmg-active 
ingredient /cm<2> -lesion. It is preferable to administratis the amount 
divides in 1-4 portions per day-. 
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(54) INHIBITOR AGAINST PHOTOSENSITIVITY 

f'^"')Abstract: 

HixOBLEM TO BE SOLVED: To obtain a preparation having an excellent inhibitor activity against 
photosensitivity especially when administered externally (percutaneously), by including a specific compound 
having an immunosuppressive activity as the active ingredient. 

SOLUTION: This preparation for external (precutaneous) use for skin, preferably, is prepared by formulating 
(A) macrolide(s) or analogue(s)/derivatives thereof, cyclosporine A or analogue(s)/derivative(s) thereof, having 
an immunosuppressive activity as the active ingredient, and (B) an oil, surfactant, perfume, anti-oxidant, UV 
light-absorber, coloring matter, alcohol, water, moisturizing agent, and/or thickening agent, if necessary. In 
gradient A is preferably ascomycin, FK506, and/or cycloporine A. Combination of these ingredients affords and 
additive or synergistic effect on the inhibition agent photosensitivity. The daily dose of the above preparation 
is preferably 0.1 jig- to lOmg-active ingredient/cm2-lesion. It is preferable to administrate the amount divides 
in 1-4 portions per day. 
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